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chain nodes : 

8 9 10 11 12 13 14 15 16 17 30 
ring nodes : 

1 2 3 4 5 6 18 19 20 21 22 23 
chain bonds : 

5-8 8-9 9-10 10-11 10-12 12-13 13-14 14-15 14-16 16-17 17-18 
ring bonds : 

1-2 1-6 2-3 3-4 4-5 5-6 18-19 18-23 19-20 20-21 21-22 22-23 
exact/norm bonds : 

5-8 8-9 9-10 10-11 10-12 12-13 13-14 14-15 14-16 16-17 17-18 
normalized bonds : 

1-2 1-6 2-3 3-4 4-5 5-6 18-19 18-23 19-20 20-21 21-22 22-23 
isolated ring systems : 
containing 1 : 18 : 
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AB R1R2 (TYX) EWCOGD [Rl, R2 = H, O, halo, A, ethynyl, OR3 , N(R3)2, N02, cyano, 
N3, C02R3, CON(R3)2, etc.; R3 = H, A, HC . tplbond . CCH2 , MeC.tplbond.CCH2, 
CH2CH(OH)CH20H, etc.; R4 = H, A; W = N, C, CR3 ; E = atoms to form a 3-7 
membered (heterocyclic) ring optionally containing a double bond; D = mono- or 
dinuclear (substituted) (hetero) aryl; G= [C(R4)2]n, [C (R4 ) 2 ] nNR3 , 
[C(R4)2]nO, [C(R4)2]nS, etc.; n = 0-2; X = [C (R4 ) 2 ] nCO [C (R4 ) 2 ] n, 
[C(R4)2]n,NR3 [C(R4)2]n, [C (R4 ) 2 ] nNR3CO [C (R4 ) 2 ] n, etc.; Y=alkylene, 
cycloalkylene, heterocyclylene, arenediyl; T = substituted mono- or 
dinuclear carbocyclyl, heterocyclyl ; A = (f luoro-substituted) alkyl 
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I 



optionally interrupted by 0, S, CH:CH], were prepared Thus, title compound 
(I) [preparation from 4- ( 4-aminophenyl ) morpholin-3-one , Boc-D-proline, and 
4-chlorophenyl isocyanate given] bound to Factor Xa receptors with IC50 = 
1.8 + 10-8 M. 
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AB R1R2 (TYX)EWCOGD [Rl, R2 = H, O, halo, A, ethynyl, OR3 , N02, cyano, N3, 

C02R3, CON(R3)2, NR3COA, NR3S02A, etc.; R1R2 = toms to form a bicyclic or 
spirocyclic (heterocyclic) ring; R3 = H, A, etc.; R4 = H, A; W = N, CR3, 



C; E = atoms to form a 3-7 membered (double bond containing) (heterocyclic) 
ring with W; G = [C(R4)2]n, [C (R4 ) 2 ] nNR3 , [C(R4)2]nO, [C(R4)2]nS; X = 
[C(R4)2]nCONR3 [C(R4)2]n, [C (R4 ) 2 ] nON [C (R4 ) 2 ] n, etc.; Y=alkylene, 
cycloalkylene, (substituted) heterocyclylene, arylene; T = mono- or 
bicyclic substituted (unsatd.) (hetero) cyclyl ; A = ( f luoro-substituted) 
alkylene optionally interrupted by 0, S, CH:CH; n = 0-2], were prepared 
Thus, title compound (I) (prepared from 4- ( 4-aminophenyl ) morpholin-3-one , 
Boc-D-proline, and 4-chlorophenyl isocyanate) , bound to Factor Xa 
receptors with IC50 = 1.8 + 10-8 M. 
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AB Use of heterocyclic carbonyl compds . I [Rl, R2 = H, :0,, halogen, A, 

C.tplbond.CH, OR3,N(R3)2, N02, CN, N3, C02R3, CON(R3)2, [C (R4) 2] n-Ar, 
[C(R4)2]n-heterocyclyl, [C (R4 ) 2 ] n-cycloalkyl , 0C(:0)R3, OC ( : 0) N (R3 ) 2 , 
NR3C0A, NR3S02A; R1R2 = bi- or spirocyclic 3- to 7-membered carbocycle or 
heterocycle (containing 0 - 3 N, 0, or S) ; R3 = H, A, CH2C . tplbond . CH, 
CH2CH(OH)CH20H, CH2CH (OH) CH2NH2 , CH2CH (OH) CH2-heterocycle, [C (R4 ) 2 ] n-Ar , 
[C(R4)2]n-heterocyclyl, [C (R4 ) 2 ] n-cycloalkyl, [C (R4 ) 2 ] n-C02A, 
[C(R4)2]nN(R4)2; R4 = H, A; EW = 3- to 7-membered carbocycle or 
heterocycle (containing 0 - 3 N, 0, or S) ; W = N, CR3, sp2-C; D = mono- or 
binuclear, (un) substituted aromatic carbocycle or heterocycle (containing 0-3 
N, 0, or S); G= [C(R4)2]n, [C (R4 ) 2 ] n-NR3 , [C(R4)2]nO, [C(R4)2]nS, 
[CR4:CR4]n; X= [C (R4 ) 2 ] nC0NR3 [C (R4 ) 2 ] n, [C (R4 ) 2 ] nNR3C0 [C (R4 ) 2 ] n, 
[C(R4)2]nNR3 [C(R4)2]n, [C (R4 ) 2 ] nO [C (R4 ) 2 ] n, [C (R4 ) 2 ] nC ( : 0) [C(R4)2]n, 
[C(R4)2]nC02 [C(R4)2]n; Y = alkylene, cycloalkylene, heterodiyl, aryldiyl; 
T = mono- or binuclear, (un) substituted aromatic carbocycle or heterocycle 
(containing 0 - 3 N, 0, or S); A = (un)branched Cl-10-alkyl (optionally 
containing, 0, S or CH:CH in the chain and replacing 1 - 7 H with F) ; n = 0 - 
2; o = 1 - 3], their derivs., solvates, salts and stereoisomers, for the 
prophylaxis and/or therapy of thromboembolic illnesses. Thus, proline 
derivative II was prepared from N-Boc-D-proline via amidation with 
4- ( 4-aminophenyl ) morpholin-3-one in DMF containing 1-hydroxybenzotriazole 
hydrate, N- [3- (dimethyl amino) propyl] -N ' -ethyl car bodiimide hydrochloride 
and N-methylmorpholine, N-deprotection with aqueous HClin dioxane and 
carbamylation with 4-C1C6H4NCO in CH2C12 containing Et3N. The receptor 
binding activity of II was determined [IC50 = 1.8 x 10-8 M vs. FXa; IC50 = 2.3 
x 10-8 M vs. TF/FVIIa] . 

IT 773888-69-0P 774602-56-1P 774602-57-2P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(drugs containing carbonyl compds. and their use for the prophylaxis and/or 
therapy of thromboembolic illnesses) 
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CN 1, 2-Piperidinedicarboxamide, Nl- ( 4-chlorophenyl ) -N2- [3-methyl-4- (3-oxo-4- 
morpholinyl ) phenyl] -, (2R)- (CA INDEX NAME) 



Absolute stereochemistry. 
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* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB The title compound I [Rl = C1-C6 alkyl, C3-C7 cycloalkyl, C6-C10 aryl, C1-C6 
alkoxy, C6-C10 aryloxy, C6-C10 aryl (C1-C6 ) alkyl, C6-C10 aryl (C1-C6 ) alkoxy, 
etc.; R2, R3 = independently C1-C6 alkyl, C3-C7 cycloalkyl, C6-C10 aryl, 
C1-C6 alkoxy, C6-C10 aryloxy, heterocyclyl, C6-C10 aryl (C1-C6 ) alkyl, 
C6-C10 aryl (C1-C6) alkoxy, etc., with the proviso that one of R2 or R3 can 
be a bond and R2 and R3 are joined to form a cyclic structure; R4 = C1-C4 
alkyl, optionally substituted with 1-3 halo, 1-3 oxygen, or 1-3 nitrogen, 
said R4 having an S stereoconf iguration; R5 = H or a bond wherein R4 and 
R5 are joined to form a cyclic structure] were prepared as inhibitors of HCV 
replication. Thus, reaction of 5- (4-aminophenyl) -2- (3-f luorophenylimino) - 
3-f uran-2-ylmethylthiazolidin-4-one (preparation given) with 

N-benzyloxycarbonyl-L-alanyl chloride gave compound II. The prepared compds . 
were assayed for the inhibition of HCV replicon cell line and were 
classified with activity of EC50 < 0,1 nM, 0.1 |xM < EC50 
< 1 (xM, 1 (xM < EC50 < 5 |uM, or EC50 > 
5 M.M. 
IT 657414-07-8P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of iminothiazolidinone amino acid derivs. as inhibitors of HCV 
replication) 



RN 657414-07-8 CAPLUS 

CN 1 , 2 -Pyrrol idinedicarboxamide, N2- [4- [2- [ [4-( 4-morpholinyl ) phenyl] imino] -4- 
oxo-3- ( 2-pyridinylmethyl ) -5-thiazolidinyl]phenyl] -Nl- (phenylmethyl ) -, 
(2S)- (CA INDEX NAME) 



Absolute stereochemistry. 
Double bond geometry unknown. 
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* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB Disclosed are combination pharmaceutical agents for the treatment of an 
HCV infection comprising a compound which is effective in inhibiting the 
function of the HCV NS5A protein and another compound having anti-HCV 
activity. Compds . which can inhibit the function of the NS5A protein have 
structure I [Rl, R2, R3 are (cyclo) alkyl, aryl, alkoxy, aryloxy, 
arylalkyl, etc.; R4 is alkyl, optionally substituted by halogen, oxygen, 
or nitrogen; R2/R3 and R4/R5 can form rings] or their pharmaceutically- 
acceptable salt or prodrugs. Compds. having anti-HCV activity are 
selected from HCV metalloprotease, HCV serine protease, HCV polymerase, 
HCV helicase, etc. Thus, compound II was prepared by reaction of 
5- ( 4-aminophenyl ) -2- [ ( 3-f luorophenyl ) imino] -3-(furan-2- 

ylmethyl ) thiazolidin-4-one (preparation given) with N- (benzyloxycarbonyl ) -L- 
alanyl chloride (Cbz-L-Ala-Cl ) and showed EC50 = 0.1-1 \xH in the HCV 
replicon cell line assay. 
IT 657414-07-8P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of iminothiazolidinone amino acid derivs. as combination 
pharmaceutical agents for use as inhibitors of HCV replication) 
RN 657414-07-8 CAPLUS 

CN 1 , 2 -Pyrrol idinedicarboxamide, N2- [ 4- [2- [ [4-( 4-morpholinyl ) phenyl ] imino] -4- 
oxo-3- ( 2-pyridinylmethyl ) -5-thiazolidinyl]phenyl] -Nl- (phenylmethyl ) -, 
(2S)- (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry unknown. 




